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(54) [»w©6^] ^y^y^mammmm^ 

(57) (UE3EW) 

mat) -«wc 1 ] : 



(R,)n- 



. CH-N N-Y-CO.R2 



/>3^i/I, -CFo, -NO«, -NH, 



-OH, C l -C 8 TA'=«*VS, C l —C 4 T/^W 
7^1, g-O- (CH 2 ) nCH 2 -R 3 ({BLR 
3 tt (■&) 7x=M) ^;AI17X-;VS N -J-?^ 
A'g, 2 -^-/Wg, 2 - !l ; Yte'X t 

1 1 fi«±©ZM»***:H:H*e^«:^rr« C 3 - C 
eT/l^UVS; n ft 0 — 3 ; Sr^ft^ti^-f J 



-1- 



[ftU 



.CH-N N-Y-CO-R 2 
Ar ^ — * 



[II 



-CF 3 , -N0 2> -NH 2 , — N 
HCOCH3 ; R 2 te-OH, CI— CST/l^^S, C 
3—C6V^ DT;^-C1- C4T/^^^ri/S. C3— 
Cei/^or/U*/^**^/^ CI— C47/V=i*->- CI 
— C4TA'^3fv'£, CI— C4fc Kp^>T^3^> 

fvwfcT^ y y^i/^-^ri/S, C 1-C4T/Mr^7 ^ 
-0(CH 2 )nCH 2 -R 3 S(R 3 |j:7x^Sl 
(CCl-C4T/^/WT^7S. Cl~C4T/^3^i/S* 

X^X^^y^^/^m) ; A\ty^^/vm, 1 £ fete 2- 

Cl-C4TA'*/l'g, Cl-C4T/W3^r->X. 

~CF 3 , -N0 2 . -NH 2 ^t«-NHCOCH 3 

7;v^l/yMt|j:-CH 2 CR 4 =CH-S(R 4 fiCl 
^CATJV^^m) ; nttO- 3 fcfc'U R x 

A#7xsM, Y^-CH 2 CH = CH-I^o 

*s^**-r 5 c3~c6ta-* u^mvhzm&m 1 kib 

[M*£3] y*s**< it>iiBa±ozSBffi<o-l: 
c3-c6T/v^ u>-s-c*>a»*« 1 (CIS 

[R**4l -«w;ci] : 

[ft 2] 



(Ri> 



.CH-N N-Y-CQ-R 2 



[I] 



[xtf, R^H, Cl—C4r/l/^r/WS > CI— C4TyV3 

Anyy, -cf 3 , -no 2 , -NH 2 , -N 

HCOCH3 ; R 2 tt-OH> Cl-C8T/Wn^^g N C 
3— C6^p7;^;>-C1- C47VU3 3fv/g^ C3-* 
C6^ nT/^V^arv'g, CI— C4T^=2 ^r^>- CI 



— C477l'=i*S'S. Cl-C4t: Yv*i/Tfr^*i/ 

/MfyP^y ^-/l^^g, CI— C4T^/^T^ 
71, -0(CH 2 )nCH 2 -R 3 S(R 3 li7x^iJ: 
\C C 1- C 4X )V*jVT ^S, C 1- C47VI' = ^ *>g* 

TtxfcV^^-Zl'g) ; Ail? ;c :^g % l£fcf*2- 

■^^^■/ws, 2-^^^s*fcn2-t° y ^s^e> 

Cl-C47VMr/l'S, Cl-C4T^=i^rVS, 

>\ -CF 3> -N0 2 , -NH 2 £fete-NHCOCH 3 

t> l«K±orffl^4fcttH*»*«r*1-«C3^C6 
T/^UVS4fcte-CH 2 CR 4 =CH-S(R 4 «Cl 
-C4TA'=»*$'S) ; ntt0-3£r^1\l ■C*£*l5fcr 

£ LT*fH- 5 r t «r«M8 i: 1"5 1»#JC 4 15 
[»#* 6 ] ffjfc® 2 *5 ±tf 3 icE^co tf ^7 Vis* 

B6«* fcteft» 
[M**7] -«5t: 
[ft 3] 



(*i)> 



> CH-N NH 



Ut4] 

X-CH2 N /H 

t^5] 



5. -® 



A / CH " N \_/'" CH2 \ / H 



[la] 



-2- 



[f»££8] -«3t: X-CH 2 C = CCOO-R 2 
[ft 6] 



X-CHa\ /CO-R 2 
H H 

[ft 7] 



CH-N NH 



[ft 8] 

.CH-N N-CHj>\ /CO-R 2 (lb] 
H H 

[tt#«9] -*5fc: 
[ft 9] 

.CH-N NCH 2 C=CH 
AT N — ' 

[ftioi 



. CH-N NCHzC^CCOOH 
K ^ ' 



[li] 



tVK n-z/^vK iso-^^/K sec— :/^7K n — 

iso-^V^/K sec— ;K n-^;/fvK i 



^h^^otf/K 3-fc 
Kn^r^P^/K 4-t Kn^^f;K 5-fcKn 
^v^V^/K 2, Kn*i/yutT/K *fctt 

-(CH 2 )nCH 2 -R 6 S(R 6 tt3,4-^fl/ym 

nr*0^3)*r*i-]Tf»*ttaft^*fcRtt:S*T, - 

[ft 1 1 ] 



CH-N NCH 2 C s CCO-OR5 



tic 1 ] 



[ftl 2] 



. CH-N N-CHj \ 

H X H 



/CO-ORj 



[0001] 

7W^-ttM, T h DA/ 
[0 0 0 2] 

[«3lW)a«*3J:tW»«*/IBfcLJ:5 i-fSI£jgl « 
*, RTV^-^ffl, SMSftUB^fc^rt-Sft^ft 
li. *#<fcie>ivcvV5. *»W iSMLfctf 
St^frtLTtt, fclxtf, #IB¥3-2 4 6 2 8 7^ 
BB&«lc, TEft^*(A)»«sStrvA'^-*|*iJ:i«t 

[ftl 3] 



CH-N^ ^N-CH 2 CH 2 CH 2 COOC 2 H5'2HCI 



ft£%A 



[ftl 4] 



5 9-6 2 5 7 7^-fi, it : 



-3- 



CH-N N-CH 2 CH=CHCOOC 2 H5«2HCI 



[0 0 0 3] cn*"efcft#<ottk^^5v#J#|IB8 
Six, ru/u*-tto&j(^ft^*«<sc<o»«3||i!:fflv> 

[00 0 4] 

[flsi 5] 



(Rl)n €k 

.CH-N N-Y-C0-R 2 



[I] 



[3;*, R^H. C1~C4TA'*A'*, Cl-C47Vl'=i 
*i^S. Anyy, -CF 3 , -N0 2 . -NH 2> -N 
HCOCH 3 ; R 2 fj:-OH, CI— C8T/^3*i/*, C 
3~C6^^nT/W^r/V~Cl—C4T/^=i^^S, C3- 
C6i/^ o T^^/^^r C 1— C47/l'3 c 1 
— C4T/V'3 3rv'S s CI— C4b Kp^V7^=i^^ 

Wf-ZUV+ty C1-C47A'*/1'7 S 

-0(CH 2 )nCH 2 -R 3 l(R 3 }j;7x^S± 
KCl— C4T/^^T^/S, Cl—C4T^3^ri/S* 

rfci^:?*-^*) ; Att:7:c-/i^ l*fcl*2- 

Cl-C4Ty^^g > CI— C4T^3^ri/S, />ny 
^ -CF 3 . -N0 2> -NH 2 £fcte-NHCOCH 3 

t> 1 SKiOlI^^ fcf±=fij|6^Sr 3 C3- C6 
T/V^r l/VS^fcH-CH 2 CR 4 =CH-S(R 4 ttCl 
-C47/l^*i/g) ; ni*0-3£r*H-] ^SttS* 

Aft y^mimmm&mit* ft Kzomm^m 



[0005] *8B©|IMEHW;[I]^ R^Zti 
5, CI— C47VMr/i'£i: LTtt^^/K ^*7K n- 
^ntT/K n-^/l/S; C 1—047^=1 *S/2i: LT 

3 -^ri^tf £>*b5o R 2 T^£ix5, C1-C8 

^Ao***^ iso— ^*5/A^**5/; C3— C6->^u 
7A'*/I'-C1— C4T/^^->mt LXltis? uy*v fc> 
; C3-C6^^nT^y^^V£<b L 
TJSv^n^i/yl^^i/g ; CI— C4T^3^r^- C 

S ; Cl-C s fc Kn*5/r/U3*i/St Itii-OCH 
2 CH 2 OH, -OCH 2 CH 2 CH 2 OH, -OCH 2 CH 
(OH)CH 2 OH, -OCH 2 CH 2 OCH 2 CH 2 OH 
S; Cl-C4T/P^r^/S4 LT(^f;U7^/, 

[0 0 0 6] R 2 t^£*lS, -0(CH 2 )nCH 2 -R 3 
•fOR 3 ^Stb6Cl-C4T/^/WT^/St Ltli 
^f^T^/, 3L*?;VT%/* n-yv tf/UT S A iso 

£; Cl-C4r/P3^r^fe5V^7t^U^^i/S*T? 

I/y^t^i/7x^ ( 3, 4, 5 - h y ^ b^y7xr: 
A*&S#rf&*i3 0 A"C*Six5, Cl-C4T^^S 

-^f;i/7x=;K o-^^/w^oi^/K p- h !) 7/vt 
— MJ y/U^^^/Uy^^/um ; CI— C 47^:3 3^ 

/K m-^ h^rV7x^;K o-^ y**yy^~ ; /n 
oy^ttlfe^ixfc^i^vSi Ltltp-^oo7x 
-/K m-^nn7x^;K o-^nD7x^I p- 
7;Wto7x-;K m-7y^D7i-;K o— 

[0007] Y-e^stx^, -«tt^*fcr±=fiis^Sr 

^>*< tt> lfi£4±#-r5C3-C6T/^UVSi: LT 
(t-CH = CH- -CH 2 C = C- -CH 2 CH = C 
H- s -CH 2 CH 2 CH=CH- -CH 2 CH = CH 
CH 2 - 
Utl 6] 

H H H ^ 

(E)-CHaC=C-, -CH2C=CC=C-. (Z)-CH2C=0 g 

^tfP>n^ 0 H *fcYr^^-5-CH 2 C?# 4 =CH- 
^OR 4 -C^$n^Cl-C4T/Va^rv'S4 ttlt^ h 
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[0008] *%wcoMie-S9:S:[ i K-^ftsftg-fe 
», 7i/-f^ ^^it yv=m 



j*%r(o&m&, r^- 1 )^ ^f*7?y, ai^v- 

[0009] ft*J, -jRstf i ]fc*vvc, rsif&»» 

E-jftstc i ]-e^$n5Sfa*f-i7^^JFiaflijigjtes6 

[ft! 7] 



Hfcl 8] 



.CH-N NH + X-Y-CO-R 2 
[II] [III] 



<Ri)rv 



<0k ^ 

.CH-N N-Y-CO-Rz 
Ar N — ' 

ID 



[00 10] 



/ — s 



H 



/ CH-N^ ^NH + BrCH^=CC0-R 2 / CH N N ^-CH2C-CC0-R 2 

* H * H 



PV1 



[fill 91 



[la] 



[flsao] 



h h e-*^ 

aCH 2 C=CCO-R 2 ^ aCH 2 C-CC0-R 2 * y CH -H , NH 



nJUm 



[VI] 



.CH-N N-CH 2 C-CCO-R 2 



Db] 



(Ri)n €K r> 

. CH-N NCH 2 C=CCO-R 2 - 



H2 



(Ri)i 



H H 

y CH - N v N-CH 2 C~CCO-R 2 
N — ' 
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[ft2 1] 



ESS 



Ut2 2] 



(".KMX ^ (R,,n W- r~\ 

/CH-N NH +CH=CCO-R 2 — »- -CM-N NCHsCHCO-R* 



HI] 



(VIIJ 



acj] 



[oo 1 U 



/CH-N N-Y-COOH + H0-R 5 — ^ y 0 "^ / N " Y - C<>OR 5 



[la] 



IVIII] [if] 
Hfc2 3] 



Hfc2 4] 



.CH-N N-Y-COOZ + X-R 7 — »- .CH-N N-Y-CO-ORy 

K ^— 7 k S — / 



['si 



pxj 



[ft2 5] 



O.WUX Maw 1 " * \^y\ 

,CH-N N-Y-CO-R 2 *~ >CH-N t N-Y-COOH 

AT N / PC 



PI 



He] 



(Ri)n- 



^/ CH "\_J NH *XCH 2 C=CH _^ ^CH-N^NCH 2 CsCH 



[II] 



[XI 



[XI] 



[fc2 6] 



C0 2 



(Ri)' 



-ex ^ 

.CH-N NCHgC=CCOOH 

A 



^ CH-N^ ^N-Y-COOH 



[le] 

±153;*, R P R 2 , R 5 , A, X, Y, teitfnttSft 
[0 0 12] Atttt, I 



(Ri)n 



„CH-N N-Y-COOZ 



-6- 



7t Kn77^ i^^f-V, 7ir h>\ r-fe h = h V 
A\ N, N-S^f-A-JK/PATS h\ i^gvi^/W** 

ii, tm* d t a, ^Kf" h y ? a, ^k*^ 

[0 0 1 3 J Bifcte, *%m<Dl£&Ml 

B&ictigor, i ]**■*-« tv* 

& 5 *>©-e *><}:< , iitf, *9J — a% 

iso-:/n/-?/— /K n-79J— ^<DTA-=i — A-% 
f h?hKB7?y, i**-*-tfi^ Tirh>, 7 
i?h=hy/K N, N-^f;P*;VA7 5K> S^f- 

-Cfrtah.5. JK/>ny>ft*3|{JBtLT*effl*il 

SifiSt Lrtt. tsix.«. k&tj y h y ? 

[0 0 14] Cjfefl. *&m<Dit&®[ I b]£«it-f 5 
*ffit?fc5o Cjfel^oT, »-XSt LT-jRstfV] 
««1-«^D^Vfty^vMWVf(C« y V K5-(Lindl 

srmm<DimT-?mm7t-tzzbKS:<!). -*a;[v 

<, #l;tfi. *9 J— A\ ^9 /— A\ iso-T'n/V 
— A\ n-^*/-A^©7A-=i--A^jg#&, Th7t 
7-feh>\ 7±h-h))M 
N, N-^fWM7 5K« i^TVl^A-tf^VK 
^©SttS^ 'O'-tf^ hAoiv. 9 tin 

*v^-c«ffla*u«**^offi*i*, ftffia>?> l o^tflE 

[0015] m-xsi fc-«:S;[vi]t?*$ti5z 
iBffico/>aywk^i:-ji9;S:[i nms^y 



&©-?*>«£<, fllxtf, *9/ — A\ ^9/sK iso 
-T'D/V-yK n-79/— A^WTA-n— A-3S® 

tons. *fc, ^n^>'ft**3Wt 

Si: l-ci*. y <? A v h y ? A, 

fl»***y>?A % ^g?7k*-7-hy !7A, tys?^ % h 

[ooi6] Disfeii, *^^(o^-a-fe[i bizmig-rz 

9 J—fr* iso-ya/<y— ri--?9 

/-A<&<D7A>='-A'%®m, Th7tKB77^ ^ 
^-y->-, T-feh^ T-feb=hy/K N, N-v 5 ^^ 

'O'-^y, h/^V, ^nn*/i^A^co*E^ 

[0017] Ej£(4, mm-m^Liix^ti^it^-m 

<Doh. Yd5-CH = CH-T*fc5{t;^[l d]S:iKjg 

<ty, it-Smil d]Sr^jf1-5ii:*5r-t5„ *®iti* 

/—fry S— A\ iso-7°nX/— n-79 J 
~>vm<J>7 >V*—i\>Wfe^ 7h7tKn77^ i?^- 

^r-y-v, rthy, T-fch=hyA\ n, n-^^/w 
[ooi8] Fjfett, *^©^-a-«b[i f 

t Kn^-i/K«ft:Srffii*fflt UT©K©#& 

T-eSJs&$*5iticiy, {b^«[i f]*«art-*r. 

SC[VIII]if> x R B tt^^/K 3if/K n-T' 
nf/K iso-T'nfc'/K n-^/K iso-^A', sec 
-•ff-A'y n-^V^/K iso— ^V^/K sec-'Of 1 



-7- 



v'icfvK 3-t Kndf-^ynf^K 4-tKn^>y 
fvK 5-t Kn*i"<>?vK 2, 3-'^t Kn*S/ 
T'DfcVK £fctt-(CH 2 )nCH 2 -R 6 g(R 6 fi3 ( 4 
-*f-Ui'$?aMf~>:7 a-/W*fctt3, 4, 5- Y-V* h 

^■-yy^/i-m. nttO~3)£^-f < , 

[00 19] aSJStLtli, e]£t Ko 

nn^^ ESJg-fk^^ ;n?vioi— tvK iso-r/n 
[0 0 2 0] Gfett. #3891©-«5£ [I h] x^istx, 

[I g] **+Sl^«7 5>VR*fWC-*S; [IX] T* 

ri^T?#5„ 5t [i g] <k zte-7-by *a, #y ? 
A, tj/i^>>7A^ a; [ix] <K XfcHW, Aft, a 
££i ; R 7 fcM TvK **Vl\ n-:/n tVK iso-:/p t* 
A\ n-^fvK iso-^/K sec-^^/W, ir-SVfvK 
iso-^^fvK sec-^V^vK n-^^/K iso-^T*?- 

l/nf/K 2-tKn*->if;K 3-t Kn^i/^a 

(CH 2 ) nCH 2 -R 6 S (R 6 I43, 4 -p^U- 
!'5>**i/7:*=A'£fcri3, 4, 5-h!M h^7i 
nii0~3) 43H3B&lC*n^-tlteK 

— /K iso-^n/V — VK n-/^;-/l407;V=- 
V, T-feh^hy/K N, N-^^VUfc/WATS h\ 

[002 1] HSctt. -«W [ I ] -CiSSftafc**© 
5*>x R 2 d5-OHTfc5{b^ [I e] 
5„ Hffi^-s-C, -J&5£ [I] «K R 2 asci~C4T 



l*ffiSt?*D7k»ft|^S r f: fc J: 9 . fcfrto [ I e ] 

LTttJfilt SKB^as. Hit. ^SiLTti 

*tww- h y * a, y ? a, m&i- V 9 *A, 

KB79^*^*lffeiV RJfctt, Otrt^l OOt© 

[0022] I Sett, *|8WOjb^ [ I i ] ^r©ig1- 
5*ffi-e$>5, IttfcfcoT* W-iatLT, -«S 

[ii] **+4tr-«?s»«aifl:ij:-j(« [x] -e^ 

-/Kit [XI] ^^tusyof^/Hf^^^v-il^flc 

t»J;<, #H£l£, iso-zfu 
7t Kp77>, s?^-*f-^ T-ferh^ T-feh=hy 

/K N, N-^f/rt^T^K, v'^fvl'.X/l'Jfcdr 

ii. y i> a. h y 

* y !7A, b y t7A. fy h y ai^W 

rsvsaw&ii.s. izigtut, [x 

I] Sr*-TS7'nt > =:yWf-<7v J >^»«:|-Cl~C4T 

/w^y^^A, ^fcii^rsiT^^oy^^Ar? k 
**5ctKt!ift^* [ii] ^Sig-r^rtas-ct 

[0 0 2 3] *®Jatj£^jb'(t5Cl~C4T^^y ^ 
AtLTtt, p«^/Py^!7A N ^^/wy^^A, n-7*a 
tT/py^A, iso-T'ntf/py^^A, n-^yw.y^^ 
A, iso-^/uy^-^A, sec-y^/wy^-^A, tert- 

y^y^!7Ads^if e>n5. ^-igr$>-©y 

17 AT 5 Kt UTtt, !)f^^y7*P^7 5K 

[0024] j *i4, *isK©ft^ [ i g ] zmm-t 

5*ffi-C$>So JffilC^oT, -jRS; [Ie] Sr^T-tS 
I' g]«r*art"*ri:!»-C#*. [I g] 



-8- 



frmit* V >7A, 7kmti- h y >7A, 7kiWl:*yw^!> 

a, ®tmmj] y ? a. ®h4^k^- f y h 
[0025] m&*%m<k&toommm\as^xm%m 



ftb Lxm^bh5ffiW.-fciK [ii] -c**H«fl:^ 

tyT'dJ/l' • y-J^y* (Journal of Phnnaceutica 
1 Sience) £56 7#. 9 0 OH, 1 9 7 8¥§tEl^! 

Hfc2 7] 



[iii] (*5±w*iiic^*n*Tiasc [i i 
ia] )T?*<!Fft5fl^*HL. 

T/V-*?. -tr*%;\s- ys/aiy-f (Journ 

al of American Chemical Society) f 7 3t, 3 0 9 



CHOH 



Hh (Zy NH 



CHd 



mi 



is, 195 i¥«icettin&ft#ftT't)!), &<z>k 

[ft2 8] 



[flS2 9] 



13t 

CH 3 (CH=CH)mCOOR s 
m:1-2 



nbs 



BfCH 2 (ChfcCH)mCOOR5 



[Ilia] 



2i£ 

HCI SOCI 2 o 
XCH2CH=CHCOOEt ► XCH 2 CH=CHCOOH ► XCHgCH-CHCOCI -* 



-[III] 



±E*lffifc*Jlt5a; [1 I la] f, R s lig5iSlc|^C 
/K ii-^baV-A', iso-7*o/-?y— /K n-^^y — 
/K iso — /K sec-^V^-Z^K vr*<?9 / 

/l^ 3-t Kb#^b/< 

I4HO (CH 2 ) nCH 2 -R 6 I (R 6 *3 iVn I4ttl2lc 
if/WT^, n-7*n f/UT 5 iso-7°n f 

(0 0 2 6] *»M©«riE-«s: [i] -c**ii*«Hi 
tr-tt&jt*-c»4, a*, js«. jg#, m 



ii, tt*g. *^ir^j, mm. mmm. mn 
m. Wffl*szxf'>u?7fii$t>mfbti. m&n&*m 
<ommt\,x\t. mod, mbm. ia 

&x%. wbau ^s»j*v^l^mkj^j, fif^pj, m 

[0 0 2 7] fcqajfcjS^-Ctt, WmmtLX. 

SJS, D— v>-H— /k "r^-fis. iefiir/WB— 

; LT, t Kn*^n f /P-fe/Pn- 

* % t KBdr->pJ^-/P-fe/Pn— ^ x ^y f=/Ptfn y K 

-^7^v# ; mtRMt lx. x<rTvym^r*>> 

!7A X ; V^Ji: LT, t Kadp-^n 

t'/wy^/i-fe/WB-^, e«f, ^{k^^>^*5ffiffl-C?f 

^ y -fe y ; p HH£!#J t LT. «66, 
ii^AW^g-l P0. Img~300mgtfe5^ 
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[0 0 2 8] 

i) 4-yn^fy»: 1 0. 5 7 g (0.055^ 

&**;-;\'®Wi$:-l ttlzftmu MWT, 2 0m 
l©5N-KOH*»«trft*l:iTU 1.5B*M«# 
1"So Hfc0t^2P$raS#&, Rfc«**EWBU 
»jt*^— r^T?jife»L, 7kS£, #£PT> 10%fS86 

9t\ JR»3. 4 g (3 7. 5%) £ 

NMR6 (CDC1 3 ) ppm 3. 91-4. 25 
(m, 2H) , 5. 80-6. 33 (d, J = 15H 
z, 1H) . 6. 8 2-7. 4 1 (m, 1 H) . 9. 5 
5 (s, 1H), 

W&fttif E I —MS m/z 16 4 (M + ) 
CI -MS m/z 165 (M + +l) 0 
[00 2 9] ii) 4-yn^7^P7^K:8. 

4 6 g (0. 0 5 1*/V) CD4-^n^^^cDl 5 
m 1 (DM&i?urifr/u&mi&$:ft%lT, 5.4ml (0. 

0 7 7^) (omt^^^mTu 1 . 5 «fbjdjr 

$3, »^C8 2- 8 7t/2 ImmHg, lR*4. 1 6 
g (4 9%) £#5o 

iii) 4 -^n^-y-rvKiso-^P tf/WT ^ K : 0. 8 
3g (0.0 13^/V) Oiso-^n tT/^T ^ 1.9 
ml (0.0 13^) £> h y ^/KT ^ 4m 1<D 
M7K^nn^/VA^(C7k?&T> 2 5g (0.0 14* 

S&fi/yXA^, »Jil6 7-7 0t, »R42.0 4 
g (7 6. 4%) £#S 0 
[00 30] ##0H2 

[ (4-7th7^/7x^) 7x^;Mf/V] fcX 

i) 4 -r-fe h7^/^y/7xyy : iog (o.o 

5 1^) 04-r^y^7x / /yiS : t^hy 

^/UT 5 >4r5 0ml 0***npsM'AfcfiHB£ 
ii\ *»T4. 4 g (0.05 6*A-) ©JjtffcT-fef'A'tf) 



2 0ml«*^PnsJ?yUA»*Sr8STU *tf>$£^M 
RJfi*«r*asU i*lt^^^* 
A-CftJMI, U 1 3. 8 1 g <£> 

^5>lfttfiL7. 8 7 g (6 4. 5%) , M£ 1 42- 

1 4 8t;ogft^£#5 0 

ii) 4-T-fe hX^ y^yXt Kn— /U : 7. 8 7 g 
(0.0 3 3*4") 04-7th7^^/7x;y 

v y 9^*^Li"oaiA.affl-e3. smmffifrt 5o s 

U §W^4-7t h7$/^yXfc Kn-^8. 1 

5 g osfttt) % B£i26-n 2 t:o*jiaeflt 

[00 3 1] iii) (4-7th7^7x-;V) 7i 
—;V* d!)K: 1.2g (0.005 */W) <£> 4 - 

7t h7^/^yXt Kn— /uSrJi*^ni2 7jx/i/AJcj6 
8?b7k#T0. 5 5m 1 (0. 0 0 7 5*/l") tOUUtf-* 

^wtfii. 5*iB3i«i-«. r**t«* mm* 

iv) [ (4-7th7^7x^/V) 7x=;Mf^] 
tr^7^> : 2. 5 8 g (0. 0 3^) 
^^a*/^hy^/WT^VSrl 2ml 
^/^WHSS-fr* 7k»T1.2 9g (0.0 0 5*AO 
0 4 -T-fe hT^/-<^>Ct Ky/^ny K©13ml 

#1-5. RJSftT*. E«tt&**U 5%««T?ttW 
U i.4 7g (95%) <^SHfer*/w7r^oBW 

NMR 6 (CDC 1 3 ) ppm 2. 07 (s, 3 
H) , 2. 18-3. 25 (m, 9 H) , 4. 20 
(s, 1H) , 6. 9 5-7. 6 8 (m, 9 H) N 8. 
0 2 ( s , 1 H) 0 

WAftVt E I -MS m/z 3 0 9 (M*) 
C I -MS m/z 3 10 (M++1) . 
[0 0 3 2] #%gj3 

mm 

3 2. 4 g (0. 2 3*/V) (Dy/UVy&^/V^Xy" 
A\ 4 0.6g (0.2 2 8^) C0N-^P*^^W 
-f^ K(NBS)t0. 5 3g<DxSK{fc;^V^/l/Srl 4 
0mlO-O-^^!BSffl$^2 0^SSEi-5 0 Rjfcig 

-e®ft««ffiS3Rg-f5o »»^>y*y/^7A^o-7 

^=1 : 50) idftb, 1 0. 4 5 g (2 6. 8%) tf>& 
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NMR 5 (CDC 1 3 ) ppm 1. 15-1. 50 
(t, J=6. 6Hz, 3H) , 3. 97-4. 45 
(m, 4H) , 5. 8 0-6. 4 9 (m, 3H) , 7. 

0 5-7. 5 3 (m, 1 H) 0 

Sft##f EI -MS m/z 218 (M + ) 
C I —MS m/z 2 19 (M + + 1) 0 
[00 3 3] ###14 

1- {i/y^^)V^^)V) -4- (2-^nlfn/i,) fc> 

2.52g (0.0 10W) <D\- (i?y 
)V) V^yiSyteZTfl. 0 1 g (0. 0 1 O^rJU) <Dh 

lT-ei.l9g (O.OlO^e/U) 

icttu nftmftzwimu #e>tifcft^^2 

-^n/V-/^S^U 1.6 7g (5 8%) , M 
>£8 8-9 0t;<0ilft^£#S o 
NMR 5 (CDC 1 3 ) ppm 2.2 2 (t, J = 
2.4Hz, 1H) , 2.3 5-2.6 4 (m, 8 H) . 
3.25 (d, J = 2.4Hz, 2H) % 4.2 3 (s, 
1H) . 7. 1 0-7. 5 1 (m, 1 OH) 0 
WSftVr E I -MS m/z 2 9 0 (M"*") 
CI -MS m/z 29 1 (M++l) 0 
[0034] ##0H5 

1- [ (4-^nn7x^) y^~;V* -4- 
(2-7u\f~;V) tf^y^>-(D^ 

1 4. 3 g (O.OSO^/V) <D1- 

fcKy/V) tX7^j;(;5.5 6g (0.0 55^ 
;V) O h !l ;ur ^ y & 2 0 0 m 1 ©^yf y (egg 
7kftTT-6.54g (0.0 5 5^) 03-/n 
-e- 1 -7>n t^^^^o RiS^Sr 1 ^Fflilffi^ 

u mfe*i<'})*y/i'jjyMs?w hfyyj- mm 

: ^no^y : ;* / -71^= 5 0 : 1 Mett- 
le 13.6g (84%) ^fe»^<bLT@^^r 

NMR 6 (CDC 1 3 ) ppm 2.18 (t, J = 
2.4Hz, 1H) , 2.34-2.5 8 (m, 8 H) , 
3. 2 0 (d, J = 2. 4Hz, 2H) , 4.12 (s, 
1H) % 7.0 2-7.3 5 (m, 9 H) 0 

[0035] mmmi (a%) 

4- [4- [ (4-^nn7x^) y*L~;UJ ^/i/] -1 
& ({L^S-^5) 

4.3g (O.OIS^V) <£>1- (4-^nn^O-Xt 
KPAO fcT-<7^S:4 Om 1 (nsOH^icffiMZit, 



5. 0 1 g (0.0 2^/1") 04-/0^^0 Yl/^iL?- 

(Sffl^: ^nnztvW* : ^^y-/U=l 0 
0:1) ICftU 4. 6 7 g (7 8. 1%) Otfei^ 

*nz>o nbfrhteyttfozmmt* (1 6%) k 

fiU »JS191-I96t, 4X1:2. 8 4 g (4 7.5 
%) 

[003 6] %mm2 (Bfe) 

(E) -4- [4- [ (4-^nn7i^) :7zn~yM 
^] -1-^7^] -2 -:/'r>'g?x.5vUa:;*x 
2 8. 5 g (0. 2 5W) (E) -2-/ryKx 
^/^^X/K 4 4. 5 g (0. 2 5^) <DN-?u 
0. 1 g^iE^b^W/K *5<fc 

V i o o m i wfti^yfy^)^^ 6 ^Ffljt^^it 

M84-8 5t/10mmHg, 29. 8 
g (6 2%) (D (E) -4-^n^-2-/fyixf 
/l^^TVl'^So 8. 6g (0.0 3W) tf> 

1- (4-^op^yXtK!)/i/) ^^^SOm 
1 ^-O-^^^Sffl^^ 6. 36g (0.0 3 3^- 
/W) CO (E) - 4 -yn^-2-/fyixf;Vx^7 

/^s^hyx^r^y^ iw«-r 

m^JES^-T^o ^->y^^7A^n-7h^7 
!7>f- Wi:^on^y : ^;^=3 

o : i) k#u &btizn&mvt®}zmm?i * /-si- 

(1 6%) KJ:f9&&ifi£:U #bft5ffi*£iP s £2 
oyV-/^?>i?^ s £i*\ i»/£l 9 6-200t, Ifc 
45. 76 g (4 1%) -?if$^£#5o 

[0037] mmms (cm) 

(Z) -4- [4- [ (4-^D7x-/P) 7x^;M 
5vH -l-tf-<y^/W] - 2 - >^ fvioc * r 
/u • ^ w « 9 5 ) ojgig 

14. 6g (0. 1^/V) ©4-^DD-2-7'fy8 
ai^/U^^x/vS: 1 o Om 1 <DT± hVKSflP*^ 
1. lgO!)yK7-Ml#ST, 18^KlatnC07k 

7A^nvK77>f- : : h 

V=30 : 1) iCftU (Z) -4-^un-2-^x 

v»3i^3i^x^4 . 9 8 g *&&mmt LT# 

dOfb^fel. 4 8g (0. 0 1^) &£Tfl. 
43g (0. OOS^V) £>1- (4-^np^yXt 



f 
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1. oig (o. oiw) ohy^/u7^y^«ktf 

1 fgtf)DMF^R5ET\ 1 2BSK»8fc£-fr5. ft^jHi§ 

50:1) iC2[aJttU 0. 4 3g(Ot««# 

f'A'^xT/i'/* fiV-frV 2 r tic J: 

9si^l 64-1 66U afittfiOgnttfrO. 0 
9 g#6 e 

[0 0 3 8] jOfcflU (Dfe) 

(Z) -4- [4- [ (4-^nn7x^l/) ^asvl^t 

^'^H 5 ) <D«it 

2. 41g (0. 006 7^e/U) [4- [ (4- 

}V\ - 2 -^^y^^/^^x/V^r 5 0ml <DT± h 
0 . 16gO!)y K7-«K^^FSET, 

5o 7I»M«K:kiS:S:*t**, EJ£ig»£«iiU JS 

-f- (*$tfJlg£E: &9v**9> : /^=5 0 : 

1) ictfU SatettttttSrWS.' -<ot>o£^ftlc:J: 

■C2EIHIt***SrifcJ;9, H/iKl 64-16 6 
U 0. 81 g (2 6%) .<DBW«S:^5 0 
[00 3 9] SHfc«5 (Efe) 

3- [4- [ (4-^nn7x^) 7i^;Mf;l/] -1 

2.87g (O.Ol^V) <D1- 
IfrTl. 2 9 g (0. 0 1 3^y^) W^atr*-;Hxf 
L«flilLT<5ttftSr»»L2. 5 g (6 5.8%) OS 
IM106-I08t, iR4l.9 5g (5 1.3%) 

[0040] mmm (fao 

4- [4- [ (4-^on7xx;l/) 7x^;^f/l'] -1 
-tf^iy^nyu] - 2 -z/x^iso-T'p kV^n^TVP 

1 g (0. 0 0 CO 4- [4- [ (4^nn7xn 

^lOOml ©iso-:/n/V— A'KWflfU TkftT 
1 m 1 ^S«t^^«TL-|feiiMi-^ 0 »«:/>ML 

ArttMMIfcEMiU l.lg 



(9.9%) J: U WfetLSttSft*:** 

/-A^&WttiUB/Sl 9 5- 1 9 9^ iRfflO. 7 
1 g (64.5%) -CMtHRAOBttttfcftS. 

[0 04 1] jgfc«7 (Gg) 

4- [4- [ (4-^dd7x^) ^m-A^fvU] -1 

^TVW • 2ig^i£ 1 7) £>§Sig 

1. 1 7 g (0.0 0 3^) <D 4— [4 _ [ (4—^ 
DP7xx;V) 7x fyU] - 1 - fc^ ^ S^—A"] 
-2~^ry»thy?A£ £1 5m lco*!*^*/ 
-/H^L0.2 7ml (0.0 0 3^) ©3-/a 

$i§-r£o sas:v!)^^7A^PYh^77>f- 

(ftffiffiK : * * n*,W* : ^ ^y-/u= 50:1) H 
ftU 0. 3 2 g (2 5%) ©»ft»«*S:#S. 

*i5tttt*ft««7«^/-^ 0.9%) \z£*)m$m 

fcU 0.28g (2 1.9%) "CjiatftT^e/u^r^© 
[0 042] g|*Sfl|8 (Hfe) 

4- [4- (i?7x-/M^) -l-fcf'<5^~A'] -2- 

4.4g (0.0 12^) ©4- [4- (^7xx/M 
^"A") - 1 -fcVS^—A'] - 2 -yf^f/^^ 
7/^4 3ml©5%i»«»U 2.5B*IBa«+- 

*o »tp«, mwhucsik- h y * AjwrcPH 7. 2 

A-A : ^/-;V=10 : 1) RlttU 1. 6 8 g (4 
2%) (D&fe^ftSr#5o »fe*t*ft»*t^#y-^ 
a>&B*Si&UB£l 0 8-1 1 Ot:, iRfil. 0 7 g 

(2 6. 7%) -eBtt*S:#5. 

[0 04 3] H%gij9 (Ijfe) 

4- [4- (i?7=z~/U*?-/U) - 1 -fc^^/P] 

1.4 5g (0.0 0 5^) <D1- {iSy^—zUf?- 
;V) -4- (2-Zfv\?-;V) ^7^5 0ml <D 

m^-TMmm^ •««*T-7 8 , CK:asv^r 

n-^/W5^^A -n-^**^»tt (1.6M) 4:3.8 
ml (0. 0 0 6^/V) JBT-r^. 3 0 4>BHrO**« 

m^^r^o 3 0ml©**tt««<lD^ ai-^-Cft 
IMI, *Ji*r»»r5. tKS^tI o%ffi^*S^-cil^ 
ttfcU i>^nn^^^-C2(iIttffii-a o **flfflK^ 

- ^ # / -A4^MK-einiA ^^articJ:^H^l 
12-11 5t:, o. 8 2 g (4 9%) , a^^y XA 

[oo4 4] mmmio (jfe) 
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4- [4- [ (4— ^ a ey x.~ju) 7x=Wf;v] - 

i-f^7^=/w] j-hv wk-a- 

#>#-§-6 0) WSfjg 

0. 2 g (0.0 0 0 5*;U) «04 - [4 - [ (4-^n 



URtil-ClTtS. «i*«*t6:tmS[2i 
4-2 2 2<t v !Rfi0.23g O&filftA* 

[00 4 5] ffiIB**flK|Btt Lfc*«fei 

[Si] 



i — r 



ffi a 



CHN NCH=CHC00C 2 H 5 



CHN_NCH 2 CH=CHC00CHj 
(Q/ • 2HC1 



_ CHN NCH 2 CH=CHC00C 2 H 6 
@/ ^ -2HC1 



CHN NCfl 2 CH=CHCO0CH a 
-2HC1 



Cffl^ NCHaOWHCOOCsHs 
@T W ♦ 2HC1 



„ CHN NCH 2 CH=CHCO0C s H7-ii 
<0/ • 2HC1 



CHN_NCH 2 CH=€HC00C s H 7 -iso 
<§/ • 2HC1 



[0 0 4 6] 



I L 



0C) 

mm 



I 



+ 



H' NMR 



I mm 

I CIra/z 
I EIe/z 



106-108 
EtOH 



H 

|l.l-1.35(t,3H), 2.25-2.6(| 384 
k4H),3.05-3.4(o,4H),3.9| 385 
l-4.35(d.2H), 4. 2(1H,S).4. 1 
15-4. 8(d. 1H),7.1-7.55(«.1| 
I OH) | 

H 



|2.45(s,8H),3.0-3.3(d.2H)| 350 
171-175 | . 3. 7(s, 3H), 4. 25(s, 1H). 5. I 351 
EtOH l8-6.2(d,lH),6.5-7.1(alHl 
l).7.1-7.6(«.10H) I 



+ 



+ 



170-175 
EtOH 



|l.l-1.4(t,3H),2.95(s.8H)| 364 
l.3.05-3.2(d,2H),4.0-4.4(| 365 
|q,3H),5. 85-6. 15(d, 1H),5. 1 
|7-7.2(n, 1H), 7. 2-7. 6(m, 101 
IH) I 



l2.45(s.8H),3.0-3.2(d,2H)| 384 
147-151 l.3.7(s,3H),4.2(s,lH) > 5.8| 385 
EtOH |-6.2(d.lH),6.7-7.1(m,llOI 
1 7. 1-7. 5(n. 9H) I 



ll.2-1.4(t.3R).2.5(8.8H), j 399 
191-196 |3.1-3.3(d.2H).4.05-4.45 I0T+1) 
EtOH |(q,3H),5.85-6.25(d.lH). | 399 
l6.6-7.1(n.lH).7.15-7.60 I 
I (o,9H) | 



1 1 

10. 8-1. 05(t, 3H), 1. 5-2. 0(m| 412 
186-189 l.2H),2.5(s.8H),3.1-3.2(d| 413 
iso-PrOH I.2H). 4. 0-4. 3(t. 1H), 5. 8- I 
|6.1(B.lH),6.5-7.5(n,9H) | 



I 1 

|l.l-1.4(t,6H).2.5(s.8H), | 412 

172-176 l3.05-3.30(d.2H).4.25(s.l| 413 
HeOH |H),4.85-5.30(d,1H),5.75-| 
16. 15(d, 1H), 6. 7-7. 15(a, | 
|lH).7.35(in,9H) | 

r#n — 1 — 
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i — r 

Kb 



I No 



i 10 



111 



112 



113 



114 



[oo 4 n* 



m it 2c 



CBN NCB t CB=CBC00C<fi»-n 
<g/ • 2BC1 



CHN NCH 2 CB=CBC00C 4 B 9 -iso 
<0/ ^ -2HC1 



_CHN NCH 2 CH=CHC00C 5 Bn-n 
Q< ^ -2HC1 



_CHN NCflzCB^HCOOCsBn-iso 
@f -2HC1 



_ CHN NCH 2 CH=CHCO0CH 2 -<n 
W -2HC1 ^ 



_ CHN NCTzCH^HCOO-O 
W -2HC1 



CHN N(M<SO)0CH 2 CH 2 0CBs 
<0/ -2HC1 



IkMi I 

CC) | H' NMR 



+ 



IBS 

I CIb/z| 
I EIdj/zI 



I0.8-2.0Gd,7H),2.45(s,8H)| 426 
170-175 i,3.1-3.2(d.2H),4.0-4.3(t| 427 
iso-PrOBI, 2B). 4. 3(s. IB), 5. 8-6. 10n| 

l.lB),6.6-7.5(n,10H) I 



10. 9-1. 0(4 6H)1. 5-2. Km. II 426 
132-137 |H). 2. 5(s, 81), 3. 1-3. 2(4 21 427 
iso-PrOBIB), 3. 85-4. 0(4 2H), 4. 2(s. | 
I1H),5. 8-6. Km. 1H).6. 7-7. I 
l5(m,9H) | 



10. 9-2.0(m.9B).2.4(s, 8H), 
154-159 13. 0-3. 1(4 2B). 4. 0-4. 3(t. 
iso-Pr0H|2B), 4. 3(s, IB), 5. 7-6. 0(m. 

I1H),6. 5-7. 5(m, 9H) 



440 
441 



1 1 

10. 9-1. 0(4 6B), 1.5-2.0(b, I 440 
130-135 |3H). 2. 5(s, 8B), 3. 1-3. 2(4 I 441 
iso-PrOH 1 2B). 4. 0-4. 3(t. 2B). 4. 3(s. I 
UH),5.8-6.05(n.lH),6.6- I 
I7.5Gj.9B) I 



l0.2-1.5(m,5B),2.5(s.8B), I 424 
125-130 1 3. 1-3. 2(4 2B), 3. 95-4. 05(1 425 
iso-PrOHId, 2H), 4. 3(s, IB), 5. 9-6. 2(1 

|m,lH). 6.7-7. 5(b,10B) | 



1 1.0-2. Km, 10H),2.2(s. 1H)I 
146-152 l,2.45(s,8B),3.0-3.25(42| 
iso-PrOHlB), 4. 2(s, 1H), 5. 7-6. 2(4 1 1 
|H),6. 1-7. 0(n. IB), 7. 1-7. 61 
l(s,9B) | 



452 
453 



I 1 

l2.5(s,8H),3.0-3.2(4 2B), | 428 
124-128 1 3. 4(s. 3H), 3. 5-3. 8(n, 2H), | 429 
iso-PrOB 1 4. 1-4. 3(m. 3H). 5. 8-7. 5(m, | 
I11H) | 

— 1 — 
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1 — 

Kb 

INo 


i m it a; 


n 1 1 1 

1 1 IKS 1 

! CC) 1 H' NMR |##rffi| 

1 ff&iH 1 | CIm/z | 

1 1 | Elm/zl 
ii . 


115 


' C1 ^0\ a-n 1 ll.0-1.3(t.3B),2.4(s,3B)l 442 1 
CHNJO 2 CH<HC00CH 2 CH 2 0CH 2 CH 3 1123-128 1. 3. 0-3. 2(d. 2H). 3. 3-3. 80 443 I 
<Qy -2HC1 |iso-PrOH|D.4H),4.1-4.3(m,3B).5.8i | 

1 |-7.5(m.llH) | | 
— — — i i ■ 


116 


<0/ W -2HC1 


1 ^ 1 1 

1 ll.25-1.7(n,2H).2.4-2.95(l 414 | 

1 |a, 8HJ.3. 25-3. 5(d, 2H),4. 2| 415 I 

1 l-4.6(n,3H),6.0-6.4(d,lH)| j 
1 1.6. 7-7. ld.110. 7. 3-7. 7(b| | 
1 I.9H) | | 


1171 


Cl-^RK 

CHN NCH 2 CH=CHC00CH 2 CH 2 CH 2 0H 
<OX • 2HC1 


H 1 1 1 

1 1 1. 75-2. 25(a, 2H) , 2. 3-3. 35 1 428 1 

1 l(n.8H),3. 1-3. 35(d. 2H). 3. i 429 1 

1 l6-3.9(t.2B).4.2-4.5(in,3H| | 

1 1 ). 5. 8-6. 2(d, 1HX6.55-7.1I 1 

1 Km. 1H), 7. 1-7. 6(m. 9H) | | 
i l ■ 


1181 


CHNJCH 2 CH=CHC00(CH 2 ) 4 OH 
<y/ -H00CCH 

HCCOOH 


i 1 1 1 

I U.6-1.7(d.4H),2.42(s,8H)| — | 
1153-157 |3.0-3.15(d.2H).3.4(t.2H)| 443 1 
1 AcOEt |4.1(t,2H),4.18(s,lH),5.9| | 
1 Kd,lH),6.62-6.8(iD.lH).7. I | 

1 1 flO H OC/ n flU\ l i 

1 IUo-7. 35(in, Sli) | j 


| | 
1191 


CHN NCH 2 CH=CHC00CH 2 C00C 2 H 5 
• 2HC1 


1 i 1 1 

1 ll.l-1.35(t.3H).2.4(s.8H)| 456 1 
1 130-135 1 , 3. 1-3. 4(d, 2H), 4. 0-4. 4(q 1 457 | 
|iso-Prt)H|.2H).4.2(s,lH),4.55(s.2H| | 

I . l)5.8-7.5(m.HH) | | 

II ii 


120! 


CHN NCH 2 C =C C00CH 3 
<0/ " -HCl 


1 >H 1 

1 I2.39-2.62(id.8H),3.42(s,2| 382 | 
1125-128 lH).3.74(s,3H).4.20(s.lH)| 383 I 

I |7.10-7.40(id,9H) | | 

II II 


1211 


_ CHN NCH 2 C =C C00C 2 H 5 
W 'HQ 


1 1 1 1 

1 ll.30(t.3H).2.42-2.70(iB.8| 396 I 
1122-125 lH).3.48(s,2H).4.25(q.2H)| 397 I 
1 l.4.36(s.lH).7.15-7.48(m. | | 
I9H) | | 






1 — 1 1 




-15- 



i — r 
I ft I 



INol 



ass 



i r 

CC) I 
StSJi I 



l 22 l ^ ^ 

CHN_NCB,CH=CHC00C 2 H 5 

• 2HC1 



CI 



1231 



CHN NCH 2 CH=CHC00C 2 H s 
©/ ^ -2BC1 



1241 



^CHN_NCH 2 CH==CHC00C 2 H s 



1251 CHN NCH 2 CH=CHC00C 2 H 5 

<§/ -2HC1 



|26| CHN KCH 2 CH=CHC00C 2 Hs 

W -2HC1 



1271 CHN NCH 2 CH=CHC00C 2 H s 

<Q/ -2HC1 



H" NMR 



1 

II. l-1.55(t,3H),2.4(s,8H) 
182-186 l,3.0-3.2(d,2H),3.95-4.4( 
EtOH/ In, 3H), 5. 7-6. l(d,lH).6.5- 
IfeOH |7.5(n.lOH) 



ll.l-1.4(t,3H). 2.4(s,8H), 
181-186 |3.0-3.2(d,2H),3.9-4.3(q, 
EtOH |2H),4.75(s, 1H), 5. 65-6. 1 

l(d, 1H). 7. 1-7. 4(o. 10H) 



II. 1-1. 35(t. 3H). 2.2(s.8H) 
185-189 |2.9-3.1(d.2H).3.8-4.2(q. 
|3H),5. 6-6. 0(d. 1H), 6. 5- 
17. 0(b. 1H). 7. l-7.4(n,9H) 



II. 1-1. 4(t. 3H). 2. 5(s, 8H). 
170-175 13. 0-3. 2(d,2H). 4. 0-4. 4 (o, 
|3H),5.8-7.5(m.llH) 



II. 15-1. 450. 3H). 2. 25(s.3 
161-164 |H), 2. 4(s, 8H), 3. 0-3. 2(d. 2 
EtOH |H).4.0-4.4(q,2H).4.2(s. 
|1H),5. 8-6.15(d, 1H),6. 7- 
17. 5(n. 10H) 



II. 15-1. 5(t, 3K), 2.5(s,8H) 
206-210 1, 3. 1-3. 3(d. 2H), 4. 0-4. 5(q 
EtOH |.2H),4.35(s.lH),5.8-6.2 
l(d. 1H). 6.7-7.2(n. 1H).7.2 
I-7.70..9H) 



128 



CHN NCH 2 CH=CHO00C 2 H 5 
' J • 2HC1 



[0049] u 



/ -<CFs 
1291 Ov 

.CHN NCH 2 CH=CHC00C 2 H 5 
<Q/ ^ -2HC1 



ll.3-1.6(t.3H),2.6(s.8H), 
193-196 3. 2-3. 45(d, 2H), 4. 1-4. 5(n 
EtOH ,3H).5.8-6.3(d. lH).6.6-7 
.Kb. 1H), 7.2-7. 9(o. 9H) 



mm 

CIm/z| 
Elm/zl 



398 
399 



l.l-1.5(t,3H). 2.4(s,8H), 
3. 0-3. 3(d. 2H).3. 9-4. 4(q, 
98-102 2H).4.7(s. lH).5.7-6. l(d. 
1H).6. 7-8. 2(m. 10H) 

mm 



398 
399 



382 
383 



378 
379 



433 



432 
433 



432 
433 



-16- 



i — r 

Htl 



m is 



INoI 



I (^C) I H' NMR 
I WfcH I 



lift I 

I Clm/zl 
I Elm/zl 



30 



CH,(hS)s /-\ 

;=<CHN NCH 2 CH=€HCOOC 2 H 6 
@/ w -2HC1 



181-185 
EtOH 



l.l-1.4(t. 3H),2. 45(s.8H) 
3. 0-3. 2(d, 2H), 3. 75(s, 3H) 
4. 0-4. 4(q, 2H),4.2(s, 1H) 
5.8-6. 15(d.lH).6. 5-7.5 
(*, 10H) 



31 



_ CHN NCH 2 CH=CHC00C 2 H s 
W -2HC1 



135-140 



1.15-1.4(t, 3K). 2. 45(s.8H 
).3. 0-3. 2(d,2H). 3. 95-4.4 
(q. 3B), 5. 7-6. l(d, 1H). 6. 6 
5-7. Kb. 1H), 7. 25(s, 5H), 
7. 4-7.7(d.2H),8.0-8.2(d, 
2H) 



409 
410 



32 



CB 3 CNH-(Q\ 



148-153 



^CHN NCH 2 CH=CHC00C 2 H 6 
<^ W -2HC1 



1. 1-1. 5(t.3H).2.1(s.3H). 
2. 45(s, 8H), 3. 0-3. 3(d, 2H) 
. 3. 9-4. 45Cm, 3H). 5. 7-6. 2( 
d, 1H), 6. 4-7.0(m,lH),7.0- 
7. 8(m, 10H) 



421 
422 



33 



CHN NCH 2 CH=CHC00C»B 5 
Cl-<^ W -2HC1 



212-217 
EtOH 



1. 15-1.45(t,3H),2.45(s.8 
H),3. 05-3. 3(d,2H), 4.0- 
4.45(q.2H), 4. 2(s,lH).5.8 
-6. 2(d. 1HX6.7-7. 2(b,1H) 
.7. 3(s,8H) 



432 
433 



34 



CHN NCH 2 CH=CHCOOCH, 
P-© / W -2HC1 



171-175 
EtOH 



2. 45(s, 8H), 3. 05-3. 25(d. 
3H),3.7(s,3H),4.2(s,lH), 
5. 8-6. l(d. 1H). 6. 8-7. 5(m. 
9H) 



386 
387 



35 



CHN NCH 2 CH=CHC00C 2 H 8 
F-@/ ^ -2HCI 



196-199 
EtOH 



1. 2-1.4(t.3H). 2.5(s,8H), 
3. l-3.3(d.2H).4. 0-4. 5 (q. 
3H),5.8-6.2(d. 1H),6.8- 
7.6(m,9H) 



400 
401 



36 



CH.O-@\ 

CHN NCH 2 CH=CHC00C 2 H s 
WsOJQ/ • 2HC1 



164-169 
EtOH 



1. 15-1.5Ct.3H).2.5(s.8H) 
.3.05-3.25(d,2H),3. 75(s. 
6H),4.0-4.45(q.2H).4.2(s 
. 1H), 5. 8-6. 2(d. 1H). 6. 7-7 
.5(m,9H) 



[0 0 5 0] 



-17- 



i — r 

Kfcl 
l Al 



iNol 



« * ac 



a) 



H* NMR 



US 

Cln/zl 
Elm/zl 



1371 




Colo 



_ , NCH 2 Ol=CHC00C 2 H 5 
(Q/ w -2BC1 



176-179 
iso-PrOH 



1. l-1.35(t,3H),2. 5(s, 8H) 
3. 05-3. l5(d,2H),4. 0-4. 3( 
q.2H).5.0(s, 1HX5.8-6. 1( 
d, lH),6.7-8. 5Cn, 13H) 



414 
415 



1381 



^^™ n _nch 2 cm=chcooc 2 H5 



•2HC1 



155-161 
iso-PrOH 



1.05-1.3(t.3H),2. 4(s, 8H) 

3. 0- 3. 2(d, 2H). 3. 95-4. 35 
(q,2B),4. 35(s, 1H),5. 75- 
6. l(d, 1H), 5. 7-7. Id, IB), 

7. 1- 7.9(0, 12H) 



414 
415 



1391 



^^CHN_ NCH 2 CH=CHC0OC 2 H 5 
• 2HC1 



160-163 
iso-PrOH 



1.32-1.4U. 3H),2.5(s. 8H) 
,3. 1-3. 2(d. 2H),4. 0-4. 4(q 
,2H), 4.65(s, 1H), 5. 8-6. 0( 
d. 1H),6. 7-7.5(m,9H) 



370 
371 



1401 CHN _NCH 2 C =CHC00CH s 
@/ w 0CH 9 • 2HC1 



137-142 



2.2-2.7(n>, 8H),3. 6-3. 8(m, 
8H), 4. 2(s, 1H), 5. 15(s, 1H) 
7.0-7.5(m,9H) 



414 
415 



1411 



a 



CHN 



NCH 2 CH=CHCH=CHC00C 2 Bs 
• 2HC1 



177-181 
EtOH 



1. 0-1. 3(t, 3H), 2. 35(s. 8H) 
,2.9-3.1(d,2H),3.9-4.3(q 
,3H),5.55-5. 90(d,lH).6.0 
-7. 05(n.3H). 7.05-7.5(n,l 
1H) 



390 
391 



1421 



CHN NCH 2 CH=CHCH=CHC00CH, 



•HOOCCB 
BCCOOB 



192-194 
AcOEt/ 
HeOH 



2. 15-2. 75(m. 8H), 2. 95-3. 3 
(d, 2H). 3. 7(s, 3H). 4. 35(s, 
1H), 5.75-6. 5(m.3H),7.0- 
7. 65(m, 10H)(DHSO-d„) 



410 
411 



1431 CHN NCH 2 CH=CBCB=CHC00C 2 H 6 

<§/ -2BC1 



162-167 
EtOH 



[00 5 i J 1 . 



1. 1-1. 4(t.3H).2.9(s,8B). 
3.0-3.2(d,2H), 4. 0-4. 4(m, 
3H),5.65-6. 0(d, 1H). 6. 0-7 
.2(m,3H), 7. 2-7. 45(m, 10H) 



424 
425 



TW7T 



-18- 



i — r 

Hfc 

I A 



I No 



144 



145 



146 



147 



148 



149 



150 



m £ 5* 



+ 



CHN NCH,CH=CHCR=CHC00CtH 5 1 177-179 
<(j/ .HOOCCH | AcOEt 



r 



CUN NCH 2 CH=CHCH=CHCOOCsH»-n | 174-177 
•HOOOJH I AcOEt/ 
HfccOOH I HeOH 



CHN_NCHi,CH=CHCH=CHC00C8H,-iso| 186-192 
@^ • HOOCCH | AcOEt/ 

HCCOOH I HeOH 



CHN_NCH 2 CH=CflCH=CHCOOC«H 9 -n| 153-160 
<^ «2HC1 liso-PrOH 



CHN NCH,CB=CHCB=CHC00C4H«-n| 176-181 
©/ w • HOOCCH | AcOEt/ 

^ HCCOOH | HeOH 



CHN NCH 2 CH=CHCH=CHC00C 4 H 9 -iso| 188-191 
@/ W 'HOOCCH lAcOEt/ 

HCCOOH | leOH 



Clffl NCH2CH=CHCH=CHC00C 5 H, ,-nl 159-162 
©/ • HOOCCH | AcOEt/ 

HCCOOH I HeOH 



H' NMR 



ltd 

I Cln/zl 
I Eln/zl 



l.l-1.4(t,3H),2.9(s.8H), | 424 
3.D-3.2(d,2H),4.0-4.4(iB. I 425 
3H),5. 65-6. 0(d.lH). 6.0-71 
.2(ra.3H).7.2-7.45(m.lOH)| 



1 

0.7-l.l(t.3H).1.4-1.85(<n| 
,2H).2.15-2.65(*.8H),2.9| 438 
-3.3(o.2H).3.9-4.2(t.2H)| 439 
.4.3(s. 1H),5. 85-6. 5(m,3H| 
),6.8-7. 65(n. lOHXDMSO-d.) 



1.35-1. 6(d,6H),2. 4-2.85(1 
m.8H),3.25-3.5(B.2H).4.5i 438 
5(s.lH),4.9-5.35(n,lH),5| 439 
.9-6. 65(h,3H).7.2-7.75(id| 
,9H)(DMS0-d,) | 



0.8-1. 0(u,3B).l. 15-1. 6(m| 
4H),2. 4(s,8H),3.0-3.1(d,l 
2H),4. 08(t.2H).4. 18(s. 1H| 
), 5. 62-5. 85(d, 1HX6.0-6. 1 
7(m, 3H). 7. 0-7. 3(n, 9H) | 



452 
453 



0.8-1.0(m, 3H).l. 15-1. 6(m| 
,4H).2.4(s,8H).3.0-3.1(d| 452 
,2H),4.08(t,2H),4.18(s,l| 453 
H). 5. 62-5. 85(d. 1H).6.0-6| 
.7(m,3H),7.0-7.3(o,9H) I 



h 

0.75-1. 15(d, 6H). 1. 75-2.21 
(m,lH).2. 5-3. 05(n. 8H),3. 1 
3-3. 6(4 2H). 3. 85-4. l(d,2| 
H),4.35(s,lH),5.75-6.8G»| 
.3H).7.0-7.65(n.lOH) I 



452 
453 



1 

0.65-1.9(n. 9H).2.2-3.0(m| 
,8H).3.25-3.75(d,2H),3.9l 466 
5-4.4(q,3H),5.7-6.5(n,3H| 467 
). 7. 0-7. 65(ra. 10H) I 



[00 52] 



-19- 



i — r 
I ft 

I A. 



I No 



151 



152 



153 



154 



155 



156 



157 



158 



m & 3 



I mm 



CHN KCKjCH'CHCH^HCOOCsH ( i -iso 
©/ w -H00CCH 



155- 

158 
AcOEt/ 
MeOH 



w CHNJICHjCH=CHCH=CHCOOCtH a 
(§/ -HOOCCH 



CHN NCH 2 CH=CHCH=CHC0OC 2 H s 
tfV -H00CCH 

^ h(!cooh 



W CHN NCH 4 CH=CHCII=CHC0OC2Hs 
<§/ ^ • HOOCCH 

BCCOOH 



CHN NCH 2 CH=CHCH=CBC0OC 2 B 5 
F-®/ W • 2HC1 




BN NCH 2 CH=CHC00H 



( 



CBN NCB 2 C=C COOH 




N NCHjCH=CBCOOH 



200-203 
AcOEt/ 
MeOH 



191-193 
AcOEt/ 
MeOH 



180-183 
AcOEt 



150-156 
EtOH 



108-112 
MeOH 



112-115 
EtOH/ 
MeOH 



109-113 
MeOH 



H' NMR 



I CIo/z 
I Ele/z 
-) 



0.7-1.15(d, 6H), 1.3-1. 8(n| 
.3H).2.65(s,8H),3.2-3.5(| 466 
d.2H),3.9-4.35(q.3H),5.7| 467 
-6.75(n>.3H).7. 0-7. 7 (m. 101 
H) I 



1. 12-1.45(t,3H).2.4(s.8H| 
),2.93-3.2(d,2H),3.91-4. I 424 
4(m.3H).5.6-5.9(d.lH).5. 1 425 
95-6. 8(«,3H),6.93-7.450n| 
. 10H) I 



1.12-1. 5(t.3H),2. 25(s.3H| 
),2.68(s,8H).3.15-3.5(d, I 404 
2H),3.9-4.45(q.3H),5.5-6| 405 
.9(m.3H),6.9-7.75(a.l0H)| 



l.l-1.5(t,3H).2.45(s.8H)| 
,2.85-3.4(d.2H).3.95-4.4| 458 
(n,3HX5.6-6.85Cn,3H).6. 1 459 
9-7. 75(m, 10H) I 



1. l-1.4(t.3H).2.4(s,8H). | 
3. 0-3. 2(d, 2H), 4. 0-4. 3(q, I 426 
3B).5.65-5.9(d,lB),6.0- I 427 
7.1(n,3R),7.1-7.4(n,9H) | 
1 



1. 8-2. 7(m, 8H), 2. 8-3. 3(n, I 336 
2H), 4. l(s, 1H), 5. 5-6. 7(i. I 337 
2H),6.8-7.70d,10H) I 
(DHSO-d.) | 



2.4-2.72(m,8H),3.5(s,2H)| — 
, 4. 32(s. IK), 6. 54(s, 1H), I 333 
7. 1-7. 5(ii, 10H) I CM»-1> 

I 



2.0-2.8(a,8H),3.1(s,2H), | 370 
4.05(s,lH).5.6-6.2(d,lH)| 371 
.6.4-6.8(0. lH),6.8-7.3(nl 
, 9H)(CD,0D+CDC1,) I 



[00 5 3] 



i — 1_ 



1&9) 



-20- 



1 1 

Hfcl 

1 NO I 


tt & 55 


i 

1 Sfcj^l 
1 (t) 
1 Steel 
1 TSiSE 


i 

1 H' NMR 


1 

HS 1 

CIn/z| 
EEb/z 1 


1591 


^CHN NCH,CH=CHC00H 


1 75-80 


12.3-3. 0(m. 8H), 3. 2-3. 6(m. 
I2H), 4.3(s. lH),5.75-6. 2(d 
1.110.6. 4-7. 8(n, 10H) 


404 I 

405 i 


1601 


CHN NCH«CH=CHC00Na 
CP 


1213-221 


11. 5-3. 25(d.10II). 4.05(s,1 
|H).5.65-7.7(b. 11H) 
l(D 8 0) 


— 1 


1611 


CF »7r\ /— v 

^CHN NCH 8 CH=CHC00Na 


1196-209 


ll.2-3.4(n,10H).3.6-3.95 
|(b.1H),5.6-8.0(ii.11H) | 
l(D 2 0) 


— 1 


1621 


CHN ItCH, C=C COOH 


1 127-130 


l2.50-2.74(n,8B),3.54(s. I 
|2H).4.34(s, 1H),6. 84(o,lH| 
IX 7. 24-7. 54(n.9H) ] 


324 | 
(-C0 t )| 
324 1 


1631 


CHN NCH 2 CH=CHCH=CHC0OH 
@/ W -H00CCH 

HCCOOH 


1178-180 
1 CHC1, 


12. 4-a6(m. 8H).3.65-4.1(d| 
|,2H),4.45(s, 1H), 5. 7-6. 7(1 
ln.3H),6.8-7.65O».10H) | 
l(DHSO-dg-fCDCli) I 


396 I 

397 I 


1641 


@\ ^ 

/^wCHN NCHssCH^HCOOCjHe 
<Qr • 2HC1 


— 


|1.15-1.4(t. 3H).2.5(s.8H)| 
1.3. 1-3. 2(d. 2HX4.0-4. 4(ql 
],2H),45(s, lH).5.8-8.6(m| 
I.11H) | 


365 1 

366 1 


1651 


,-^CHN NeH 2 CH=CHC00C,H 5 
\St • 2HC1 


- 


|l.l-1.4(t,3H),2.4(s,8H). | 
13. 0-3. 2(4 2H). 3. 9-4. 3(q. 1 
|2H),4. 35(s,lH),5. 7-6. 05(1 
|d.lH),6.6-7.6(».9H),8.3-| 
I8.5(d. 1H) | 


399 1 

400 1 


1661 

1 1 


rsJW NCH 2 CH=CHC00CtH 5 
\Sl • 2HC1 


1 86-91 
i 


ll.l»-1.4Ct. 3H). 2.5(s,8H)| 
1.3. 1-3. 2(d. 210, 4. 02-4. 391 
|(q.2H).4.48(s,lH).5.85- 1 
|8.6d. 10H) I 


383 1 

384 1 

1 



[0054] [ilO] 



-21- 



i i r 

Htl | 

i£i n g a i 

m i 

INol | 




i 1 n 

1 IH 1 
1 H' NMR \fim\ 
1 ! CIu/zl 
1 1 Elm/z I 


i ! /-x j-i i 

1671 / p^N_NCH 2 CH=CHC0O-@-0 | 
1 1 W -2HC1 . | 


89-92 


-f 1 ! 

l2.5(s,8H).3.15-3.25(d.2H| 475 1 
D,4.4(s,lH),6.0(s,2H). | 476 1 
16.15-8. 65CB.12H) I | 
1 1 1 


'J M3x ^ 

1681 /^CHNJCHsCH^COOCHz-^-OI 
1 1 -2HC1 | 


78-81 


H \ H 

l2.45(s.8H).3-3.2(d,2H), | 490 1 
|4.46(s,lH).5.05(s,2H). | 490 1 
l5.9(s.2H),5.8-8.6(m,13H)| | 
1 1 1 


1 ^ 0CH 3 | 
1691 ^CHN_NCH 2 CH=CHC00CH 2 -@K)CH3 1 
1 1 "iK -2HC1 ^0CH 3 1 

1 1 . L 


69-72 


H ! 1 

|2.5(s,8H).3.0-3.5(d,2H), | 535 1 
|3.85(s.9H),4.3-4.7(m,2H)| 536 1 
1 . 5- lCs. IH). 6. 1-6. 4<m, 2H) | | 
!.6.5-8.55(m,llH) 1 | 


1 l F "<0^ /— v W 0CH 9 1 I2.5(s,8H),3.5-3.7(di,2H). 1 549 I 
1701 ^CHN_JCB t CH=CHC00(CH 2 ) 2 -©-0CH 8 1 72-7713. 95(s. 9H). 4. 1-4. 6(m. 3H) | 550 I 
1 IV .'2HC1 TCHa 1 l6.45(s.2H).5.85-8.6(al0| | 
i 1 1 IH) || 

1 1 I 1 i 


1711 ^CHN_NCH 2 CH=CHC00(CH 2 )b-@-0' | 
1 1 W • 2HC1 | 
! 1 1 


72-77 


-i — i 1 

ll.6-3.0(MH),2.5(s.8H), 1 549 1 
l3.1-3.2(d.2H),4.0-4.25(t| 550 I 
l.3H).4.66(s,lH),5.9(s,2H| | 
l),5.9-8.65(m.l3H) | | 


1721 y^CHNjCH 2 CH<BC00(CH 2 )aHg)-0CH 3 
1 • 2BC1 M OCH 3 


i i 1 1 

1 1 1. 8-3. OCm. 4H), 3. 15-3. 3Cm | 563 1 
1 72-77|,2H),3.9(s,9H).4.0-4.4(tl 564 1 
1 l,2H),4.5(s.lH).5.9-8.6(m| | 
1 1, 12H) | | 


! ^ ^ i 

|73| /^jyCHN NCB 2 CB=CflC00CH 2 CH 2 N(C 2 H 5 ) 2 | 
1 1 W • 2HC1 | 

1 1 1 

1 1 1 




i 1 1 

l0.95-1.2(t6H).2.5(s.8H)| 454 1 
|,2.35-2.9(m,6H).3.0-3.2(| 455 1 
|d,2H).4.0-4.4(t,2H),4.4(| | 
|s,lH).5.8-8.6(m,10H) | | 


1 1 V .2HC1^ \^ | 

i — i— ! 


H 1 i 

ll.5-2.5(m.l7H).3.1-3.2(d| 604 I 
|.2H),4.3(s.lH),4.5(s.lH)| 605 1 
l.5.8-8.6(allH) | | 

1 1 1 
-i 1 i 



[0055] 
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Hfc 
I* 

I No 



175 



176 



177 



178 



179 



180 



181 



182 



I L. 



« St 55 



/— wCHNNCH8CH=CHC0NHCHj 
• 2HC1 



/-yCHN NCH 2 CH=CHCONHCsH 7 -iso 



2HC1 



CHN NCH z CH=CHC0N(C 2 H 5 ), 
•2HC1 



>Sl . 2HC1 



CHN NCH 2 CH=CHC00H 



.CHN NCH 2 CH=CHCH=CHCOOH 
•2HC1 



CHN NCH 4 C =C C00C,H 6 
<g/ ^ H -2HC1 



CHN NCHaC =C COOCH, 



2HC1 



87-91 



74-79 



66-69 



95-99 



164-167 



117-120 



185-191 
iso-PrOH 



140-145 
iso-PrOH 



H' NMR 



2.5(s,8H).2. 8-3.0(d.3H). 
3.1-3. 2(d,2H),4.5(s.lH). 
5.5-8. 6(n.llH) 



1. 1-1. 2(d,6B).2.45Cs.8H) 
,3.0-3.2(d,2B).3. 9-4. 4(m 
,lH),4.4(s, lH).5.5-8.6Gn 
,11H) 



1.0-1. 5Ct,6H),2.5(s,8H). 
3.0-3.6(i»,6H).4.45(s,lH) 
6.2-8.6(m. 10H) 



1. 15-1. 4(t. 3H).2.45(s, 8H 
).3.15-3.25(d,2H),4-4.4( 
q.2H).4.4Cs. IH),5. 65-8.5 
(b. 12H) 



2.55(s,8H),3. l-3.39(m.2H 
).4. 48(s. 1H), 5.8-8. 75(m. 
10H) 

(CDC1,4CD,0D) 



2. 65(s, 8H). 3. 25(o ( 2H). 
4.45(s,lH), 5.75-8. 5(m. 12 
H) 



1.24(t.3H),2. 48(s,8H), 
3. 12(dd, 2H). 4. 2(q, 2H). 
4.22(s,1H),5. 9(d,J=15,lH 
). 6. 68-7.02(o. 1H),7. 05-7 
.42(», 10H) 



2. 37(s, 810.2.92-3. 25(d,2 
H).3. 74(s, 3H), 4. 15(s, 1H) 
.5.67-€.05(<LJ=15. IB). 
6.44-6.9(n.lH), 6. 95-7. 45 
(D.9H) 



mm 

CIu/z | 
Eln/zl 



368 
369 



396 
397 



410 
411 



409 
410 



355 
356 



381 
382 



364 
364 



384 
385 



_i_ 



[0056] 



Iil2] 
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i — r 

Htl 

161 



iNol 



1841 



1851 



1861 



1871 



[00 5 71 



i it S 



HM KCH,6 =C COOCHs 

H • 2HCI 




"" NCB,C =C C00C 2 H 5 



•BOOCCB 



COOH 



CHN 



NCHjC 



=C COOC2H5 
H • CHCOOB 
CHCOOB 



C1 ^\ ^ 5 

CHN NCH,C =C C00CjH7-n 



2HCI 



^y:HN_NCH 8 C =j) 



C00C 8 H 7 -iso 
• 2HC1 



N NCH, 



=C C00C 4 H 9 -n 
H • 2HC1 




CO0C 4 H g -n 
•HOOCCH 



196-200 
iso-PrOH 



170-172 
AcOEt 



161-164 
AcOEt/ 
MeOH 



180-185 
iso-PrOH 



193-196 
iso-PrOH 



173-178 
iso-PrOH 



169-172 
AcOEt/ 
MeOH 



H' NMR 



1. 26(t.3H).2. 48(s,8H). 
3.12(d. 2H).4. 14(q,2H). 
4. 24(s, 1H),5. 96(d,J=15, 
1H),6. 72-7. OOGd. 1H).7.12 
-7. 50(n. 9H) 



1. 24(t,3B),2. 48-2. 8(m. 8F 
), 3.32(d, 2H), 4.14(q.2H), 
4. 25(s. IB). 5. 98(d.J=15, 
1H),6. 68(s,2H),7. 11-7.4 
(m. 9H) 



1. 25(t. 3B). 2. 66(bs. 4H), 
3.15(bs,4H),3. 80(d,2H). 
4.10(q,2H).4.30(s,lH),6. 
02(d. J=15. IB). 6. 10(s. 2H) 
,6. 50-6. 8OG1, IB), 7. 00-7. 
40(m, 9H) 



0.73-1. 12(d.6H). 1.41-1. 8 
7(o, 2H),2.4(s. 8HX2.95-3 
.2(d,2B),3.9-4.28(t,3H), 
5.7-6. 05(d.J=15. 6,1H),6. 
49-7. 5(n. 10H) 



1. 0-1. 5(d, 6B).2.4(s,8H), 
2. 86-3. 25(d. 2H), 4. 15(s, 1 
H), 4. 73-5.21(a, IB), 5.62- 
6.1(d. J=15.6, IB), 6.45-7. 
45<m. 10B) 



0. 7-1. 6(n, 7H), 2. 45-2. 6(m 
,8H), 3. 32(d,2H),4. 02(t,2 
H).4. 2(s, lH),6.0(d,J=15, 
1H), 6. 62(s,2B),6.95-7.38 
(id, 9B) 



0.7-1. 6(n,7H),2.45-2.6(m 
,8H),3. 32(d. 2B),4. 02(t. 
2H), 4. 2(s, lH),6.0(d,J=15 
,1H),6. 62(s.2H),6. 95-7.3 
8(m, 9B) 



KM 

CIb/z| 
EIa/z| 



398 
399 



»13] 



398 
399 



399 
399 



412 
413 



412 
413 



426 
427 



426 
427 
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i — r 

A. 



No 



90 



91 



92 



93 



94 



95 



1 L_ 



m & * 



^ CHN NCWai =C COOCzHs 
^ 1 -2HC1 



^^CHN_NCH*C =J COOC2I 



COOC2H5 

2HC1 



_ CHN NCHjC =C COOH 



Cl^H ^ H 

C NJ0 2 C =c CO0C,H 5 
@/ H • 2HC1 



C N NCH 2 C =C CO0C,B 5 
Q/h ft - 2HC1 




=C COOCtHs 
R ♦ CHCOOH 
CHCOOH 



a) 



182-186 
iso-PrOH 



187-191 
iso-PrOH 



104-111 
MeOH 



164-16S 
AcOEt/ 
BeOH 



H' NMR 



1 1 

mm 

mm 

CIh/z 
EIo/z 



1. 1-1. 42Ct. 3H),2. 26(s. 3H 
),2.45(s, 8H), 3. 01-3. 35(d 
,2H).3.95-4.4(i. 3H),5. 7- 
6.11(d,J=15, 1H).6. 65-7.5 
2(a, 10B) 



1. 1-1. 5(t. 3B), 2. 41(s, 8H) 
,2.82-3.3(d.2H). 3. 91-4.3 
5(q,3B),5.7-6. l(d, J=15. 1 
H), 6. 22-7. 64(«a, 9H) 



2.38(bs.8B),3. 12(d, 2H), 
5.22(bs. 1H),5. 84(d, J=15. 
lH),6.52-6. 88(m, IB), 7. 12 
-7.48(n,9H) 
(DHS0-d»+CDCl 3 ) 



[a] 



+6.6 



La] d = -6.6 



1.6(t,3H),2.7(bs.4H). 
3.25(bs.4H).4.15(q,2B), 
4. 30(d,2H).4.35(s,lH),6. 
05(d,J=12,lH),6.15(s,2H) 
,6.15-6.5(11 1H), 7. 05-7. 3 
5(m. 9H) 



378 
379 



400 
401 



370 
371 



398 
399 



398 
399 



398 
399 



[0 0 5 8] 

#f*&tt#B, Hft<£>;£&[Tada,T. and Okumura, T. : 
J. Immunol. , 106, 1002-1011, 1971]l^ipD-CfTofCo £ W 
**-%W&.yv MftSl 5 0~2 0 0 g)<OWSi5^rt 

4m^m. *»©*fefc!pfrff*ufc«iDNP- 

Ascaris lfa.ig (O 1 0 0 0©##?f££r 0.05ml 
/s i tetSWUSIJWffUft. 4 8^^tC, 
DNP-Ascaris 0. 2 5 m g Sr^trO . 5 %E 
vans blue41tI*M0.5ml/10 0 



0. 7 %^ f M;wp - ^*M^gPfi* Lfcl^^ 
[0 0 5 9] 

i«i 4] 
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[0 0 6 0] W»W2:kt-^» 



r 

ft 

El 

No 


I 77>PCA j 
1 (10mgAK-Do) 1 


2 


| | 

1 78. 1 1 


3 


1 93. 6 [ 


4 


1 81.0 ) 


5 


1 92. 4 | 


6 


1 81. 5 I 


7 


1 81. 2 I 


8 


1 76. 6 1 


9 


1 70. 4 1 


10 


1 71. 1 I 


11 


1 82. 3 | 


12 


1 77. 2 1 


13 


1 74. 1 1 


16 


1 70. 8 1 


17 


1 72. 5 | 


18 


1 75. 2 I 


19 


1 81. 3 i 


22 


87 3 1 


23 


1 78.5 I 


24 


1 74. 0 | 


26 


1 85. 5 I 


28 


1 90. 5 I 


34 


1 70.9 1 


35 


1 91.4 | 


43 


1 93. 6 I 


44 


1 70. 0 I 





/N _ u^f^ttm^l^y h (M5 0 0-6 5 0 g)tf> 

sa»*»*rbttALS5ES*fc«, awn* 9 m 0-2 

5 cm<D[s]»&*ttiU IJ3cm^ttMU: 0 
*0>W*:Sr9 5%0 2 + 5 C0 2 %»^^5iftT^T y 
rod e«30± 1 t)trttfcLfc^**tf KO. 5 



ft 



No 



47 



48 



55 



56 



58 



59 



70 



81 



82 



83 



84 



85 



87 



89 



90 



91 



92 



93 



95 



ft£$fA 



i 1 

mmoo 

QOmg/kg-po) 



85.1 



70,3 



92.3 
ID" 



79.3 



76.0 



75.6 



8.5 



81.3 



81.3 



82.1 



72.8 



85.4 



90.9 



87.6 



74.4 



91.1 



815 



72.8 



71.4 



68.5 



8.3 



tWt* | 56.9-69.9 ★ 
'/lo WeuHtokh^^A^J * - £ ffl V 
IB^bfco 4H8as-3£Lfc«, WRft^»»3jMHm« 

fc 0 1 6 KJaH". *l 6fc*i-ft<v^Tixoft 

[00 6 1] 
[*1 5] 



-26- 



ft 






! fctBis 




1 EC„ffi(B) 


No 




2 1 1.9X10* 


3 


1 2.6X10"' 


4 


1 9.7X10' 


5 


1 9.0X10"' 


6 


1 1.7X10" 8 


7 


1 5.7X10-' 


9 


1 3. 1X10" 5 


11 


1 3. 5X10- 4 


12 


1 3. 5X10- 9 


14 


1 6. 0X10- ' 


15 


1 1.2X10" 


16 


1 2.8X10-' 


17 


1 5.8X10' 


19 


1 1.0X10' 


23 


1 1.3110-' 


24 


1 3. 7X10" ' 


26 


1 1.2X10"' 


27 


1 3. 5X10" ' 


28 


1 3.5X10' 


30 


1 2.6X10' 


31 


1 1.9X1D-' 


34 


1 5. 4X10"' 


35 


1 1.2X10" 8 


37 


1 4. 2X10" ' 


39 


1 5.2X10"' 


43 


1 1.5X10"' 


56 


1 3.1X10"' 


i 



[0 0 6 2] WBfll 3:JVy a yh&l/X7- (Konzet 
t &; Rossler)fe3flgfc 

ys- h b\£ 1 0%o v a 1 b um i 

n fcttttrtjSitfjfeTfc 1 m 1 &MLi8,ftL1t. &ftm 
3Mffl'&, hSrfrl'* U 

a 1 1 ami n e OMSK* tCffkftS*. AH*«* 

^JtT^7^7^^(I gG gn^st** 5 



i 1 1 



ft 








« 


1 


No 


1 (10agAg-po) 


3 


1 90.3 


5 


1 94.9 


6 


1 84.9 


7 1 89.2 


9 


1 96.3 


30 


1 76.5 


35 


1 90.1 



I I I 



★ : 30/ig/kg-po 

[0 0 6 4] &$tm±ymmM 

I CRJMStt^fr^tft^ 5~3 5 g) 



l ft I mtamm i 

I ft I ECfiKB) I 
I No I I 



1 58 


1 1.3X10* 9 I 


1 60 


1 2.9X10"' 1 


1 64 


1 1.1X10"' 1 


1 66 


1 7.4X10' 7 t 


1 67 


1 1.4X10-' 1 


1 68 


1 2. 9X10 T 1 


1 69 1 1.5X10-" 1 


1 70 


1 9. 5X10- 1 1 


1 71 


1 5.8X10" 7 1 


1 72 


[ 6.4X10" 7 I 


1 73 


1 1.9X10"' 1 


1 74 


1 5.5X10" 9 I 


1 75 


1 1.5X10"' 1 


1 77 


1 7,9X10" 7 I 


1 78 


1 3.4X10- 7 1 


1 79 


1 4.5X10-' 1 


1 80 


1 2.4X10" 8 1 


1 81 


1 4.4X10" 7 1 


1 83 


1 7. 8X10- 7 | 


1 87 


1 1.1X10" 1 1 


1 92 


1 1.1X10" 1 1 


1 93 


1 5. 0X10- 1 1 


1 94 


1 2.7X10" 8 I 




1 ftftUfA 


! 9.5X10"' 1 


1 fWiJ 
i 


I4.0-5.5X10' 9 1 
i i 



-^wtti^TBi** i o o % t \^xmm®m&fo>mm 

St%t?^ Lfc. 1 7 ic^-f. $17 \zmttn 

[0 0 6 3] 

[tie] 



r 

1 ft 


■ i 
1 3>7x7h 1 


1 £ 


|6 UX?- | 


1 « 


1 *PM*(» 1 


1 No 


1 (lOng/kg-po) j 


1 58 


! 81.6 1 


1 60 


( 90. 1 I 


1 83 I 82.8 I 


i i ■ i 






lft£«5A 


1 83.9 | 


i 


1 75. 6* 11 
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| n- 1 

1 it 1 mfettStt 
! & 1 S*fettfflfi 
1 «5 1 [&5Eg] 
I No 1 (ug/kg-po) j 


1 2 ! osoo; 




1 3 1 [>500; 




1 4 1 osoo; 




I 5 i osoo; 




i 8 I [>500! 




I io t [>5oo; 




1 11 1 0500] 




1 26 I osoo: 




1 27 t [>5C0: 




33 1 [>500] 




37 i osoo: 




39 1 [>500: 




66 1 [>1000" 
i 


1 



[0 0 6 5] 



1*1 7] 



I ft 
I & 

I $5 
I No 


i i 

|7ttfttt*ft 1 

1 fi**fftfflfi | 

1 »«] 1 

1 (mg/kg-po) | 


I 67 


1 [>10001 1 


I 68 


1 [>1000] 1 


I 70 


1 [>1000] 1 


I 72 


1 [>1000] | 


I 79 


1 [>1000] 1 


I 87 


1 [>500] 1 


I 88 I [>50O] I 


I 90 


1 [>500] 1 




I ft6ftA 


! [>500] ! 


I Hf7i7 


! [500] ! 

-L .. 1 



(51)Int.Cl. 6 H0JE# frrtSa*^ FI &ffi£**ttj?r 

CO 7D 211/46 
213/61 
213/62 
213/73 
213/75 

295/14 A 
333/20 
333/28 
333/32 
333/36 
333/42 

(72)|g03# )\\m fitnl 

*EJfiF*KrfiJBK}** 1-18-2 

■km® rfi H,&Wr 2 n — 
* 1 -808 

(72)3893* £JJ 

*R«F*RmjKaailK«M2-13-7 ^ 

(72)?SW# £flT 

3St»jfiF^iitw^»ajnr* 3-1-15 



(72)3§^# «# Iff 

^ft]R^»gSW@^766 
<72)»H# mm 

3F 

(72) m s 

^Kiff^tiffi2:^»r 1 -24- 2 f-^-r 

A303-?- 
<72)»W# ffffl Bg£ 

tt4»tt4m*I JUK 3-8-20 
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(72)3893$ j*^ 



